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TABLE 1-continued

Characterization of inventive compounds.

Compound  Ki, uM Ki, pM Covalent? Lysate Target Cellular Target Selectivity X-Ray Crystal
Name (FP Assay) (PPlase Assay) (Intact MS) Engagement?  Engagement?  Assessment? Structure?
2b-13 0.07 0.021 Yes-Complete
engagement
at 10 M
2b-14 0.19
2b-15 >10
2b-16 >10
2b-17 >10
2b-18 0.03 Yes-Complete No
engagement
at5 pM
2¢ 0.015 Yes-(dtb CiTe-ID probe
probe) pulls
down Pinl
at 0.5 uM
2c-1 0.04
2c-2 0.03
3 4.17
3b-1 1.61 Yes (93% No No
labeling)
4 0.35 Yes (93% No
labeling)
5 >10
5-1 0.61
6b >10
6b-1 >10
11 0.01 Yes-
Complete
engagement
at 5 pM
11-1 0.176 No No
11-2 >10 No No
11-3 0.19 Yes-Complete
engagement
at 15 uM
11-4 0.03 No
11-5 0.13 No
11-6 0.01 No
11-7 0.2
11-8 0.15
11-9 0.31
11-10 0.11
11-11 0.17
11-12 >10
11-13 >10
11-14 1
11-15 0.15
11-16 >10
11-17 >10
11-18 0.134 No
11-19 0.146 No
11-20 0.223
11-21 0.015
11-22 >10
11-23 0.004 Yes (100% Yes-Complete
labeling) engagement
at 10 yM
11-24 >10
11-25 >10
11-26 >10
11-27 >10
11-28 0.099 No
11-29 1.01
11-30 >10
11-31 0.023
11-32 0.121
11-33 0.028
11-34 >10
11-35 >10
11-36 >10
11-37 0.026
11-38 0.018 No

11-39 0.017 No
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